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Amendments to the Claims : 

This listing of claims will replace all prior versions, and 
listings, of claims in the application. 

Listing of Claims : 



1 (currently amended) : A serine protease inhibitor of formula 
(I) ; 



9v 




wherein : 

R-2 is a 5 or 6 membered aromatic carbon ring optionally- 
interrupted by a nitrogen, oxygen or sulphur, ring atom, 
optionally being substituted in the 3 and/or 4 position (in 
relation to the point of attachement of X-X) by halo, nitro, 
thiol, haloalkoxy, hydrazido, alkylhydrazido , amino, cyano, 
haloalkyl, alkylthio, alkenyl, alkynyl, acylamino, tri or 
dif luoromethoxy, carboxy, acyloxy, MeSC>2- or Ri , or the 
substituents at the 3 or 4 positions taken together form a 
fused ring which is a 5 or 6 membered carbocyclic or 
heterocyclic ring optionally substituted by halo, haloalkoxy, 
haloalkyl, cyano, nitro, amino, hydrazido, alkylthio, alkenyl, 
alkynyl or R]_ j , and optionally substituted in the position 
alpha to the X-X group (i.e. 6 position for a six membered 
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aromatic ring etc) by amino, hydroxy, halo, alkyl, carboxy, 
alkoxycarbonyl, cyano, amido, aminoalkyl, alkoxy or alkylthio 
with the proviso that R2 cannot be aminoisoquinolyl ; 

each X independently is a C, N, O or S atom or a CO, 
CR la' c ( R la^2 or NRla 9 rou P/ at least one X being C, CO, CR^ a 
or C(R la ) 2 ; 

each Ri a independently represents hydrogen or hydroxyl , 
alkoxy, alkyl, aminoalkyl , hydroxyalkyl , alkoxyalkyl , 
alkoxycarbonyl , alkyl aminocarbonyl , alkoxycarbonylamino , 
acyloxymethoxycarbonyl or alkylamino optionally substituted by 
hydroxy, alkylamino, alkoxy, oxo, aryl or cycloalkyl; 

R]_ is as defined for provided that Rx is not 

unsubstituted aminoalkyl; 

Y (the cx-atom) is a nitrogo a n atom or a CR^ .— CH group; 

Cy is a saturated or unsaturated, mono or poly cyclic, 
homo or h e t e rocyclic homocyclic group, optionally substituted 
by groups R 3a or R31X-L,- 

each R3 a independently is Ri c , amino, halo, cyano, nitro, 
thiol, alkylthio, alkyl sulphonyl , alkyl sulphenyl , triazolyl, 
imidazolyl, tetrazolyl, hydrazido, alkylimidazolyl , thiazolyl, 
alkylthiazolyl , alkyloxazolyl , oxazolyl , alkyl sulphonami do , 
alkylaminosulphonyl , aminosulphonyl , haloalkoxy, haloalkyl, a 
group of the formula -C (X 3 ) N (R 11 ) R 12 (wherein X 3 is O or S ; 
and rH and R^2 are independently selected from hydrogen, 
methyl or ethyl or together with the nitrogen atom to which 
they are attached form a pyrrolidin-1 -yl , piperidin- 1 -yl or 
morpholino group) , or -OCH2O- which is bonded to two adjacent 
ring atoms in Cy; 

Xj_ is a bond, O, NH or CH2 ; 
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R 3i i s phenyl, pyridyl or pyrimidinyl optionally 
substituted by R3 a ; and 

— R]_ c and Rij are as defined for Ri a> - J 

L is an organic linker group containing 1 to 5 backbone 
atoms selected from C, N, O and S f or a branched alkyl or 
cyclic group; and 

Lp (D) n is of the formula: 



/ \ 

—K X— (L a ) 3 --(G) t -(L b ) u .R 10 
(CH$) r 

in which: 

r is 1 or 2; 

X a is CH and is N; 

s, t and u are each 0 or 1; 

L a and are each independently selected from a single 
bond, C=0, O and NR^ e , in which R]_ e is hydrogen or CI- 
SC) alkyl; 

G is (1-6C) alkanediyl ; and. 

R"10 is (1-6C) alkyl; (3 -6C) cycloalkyl [which is 
unsubstituted or substituted by (1-6C) alkyl] ; indanyl ; 
pyridyl ; tetrahydropyranyl ; tetrahydrothiopyranyl ; phenyl 
(which is unsubstituted or substituted by one or two R3 groups 
[wherein R3 is hydrogen, hydroxyl, alkoxy, alkyl (optionally 
substituted by hydroxy, alkylamino, alkoxy, oxo, aryl or 
cycloalkyl) , hydroxyalkyl (optionally substituted by hydroxy, 
alkylamino, alkoxy, oxo, aryl or cycloalkyl), alkoxyalkyl, 
alkoxycarbonyl , alkyl amino carbonyl , alkoxycarbonyl amino , 
acyloxymethoxycarbonyl , aminoalkyl (optionally substituted by 
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hydroxy, alkylamino , alkoxy, oxo, aryl or cycloalkyl), 
alkylamino (optionally substituted by hydroxy, alkylamino, 
alkoxy, oxo, aryl or cycloalkyl) , amino, halo, cyano, nitro, 
thiol, alkylthio, alkyl sulphonyl , alkylsulphenyl , triazolyl, 
imidazolyl, tetrazolyl, hydrazido, alkyl imidazolyl, 
thiazolyl, alkyl thiazolyl, alkyl oxazolyl, oxazolyl , 
alkyl sulphonamido, alkylaminosulphonyl , aminosulphonyl , 
haloalkoxy, or haloalkyl] } , pyrrol inyl/ or a group of formula: 



6 



X c R 11 

in which v is 1,2 or 3; one of X G and is N and the other is 
CH or N (provided that when v is 1, X c and X^ are not both N) ; 
and R^i is hydrogen, (1-6C) alkyl or when is CH, hydroxy (1- 
6C) alkyl; provided that when t is 0, the sum of s and u is 1; 
when X D is N, L a is a bond or C=0; when X c is N, is a bond 

or OO; when X^ and X c are both N, t is 1; and when (L a ) s -- 
(G) t - (L.^) u represents an alkyl group and Xfc, and X c both 
represent N, the alkyl group contains at least two chain 
carbon atoms ; 

or R]_q is hydrogen and s, t and u are each 0; 

or the compound of formula (I) that is 4-{[4- 
methoxybenzoyl-D, L- (2-trif luoromethylthiophenyl) - 
glycinyl ] aminomethyl } - 1 - isopropylpiper idine / 

but excluding the compound 4- [ ( 3 - ethoxybenzoy 1 - D , L - 
phenylglycinyl) aminomethyl] -1- [4 -chlorobenzyl] piperidine ; 

or a physiologically-tolerable salt thereof. 
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2 (currently amended) : A serine protease inhibitor according 

to claim 1, 

wherein: 

R 2 is a 5 or 6" membered aromatic carbon ring optionally 
interrupted by a nitrogen, oxygen or sulphur ring atom, 
optionally being substituted in the 3 and/or 4 position (in 
relation to the point of attachement of X-X) by halo, nitro, 
thiol, haloalkoxy, hydrazido, alkylhydrazido, amino, cyano, 
haloalkyl, alkylthio, alkenyl, alkynyl , acylamino, tri or 
dif luoromethoxy , carboxy, acyloxy, MeSC>2 - or R^ , or the 
substituents at the 3 or 4 positions taken together form a 
^ fused ring which is a 5 or 6 membered carbocyclic or 

heterocyclic ring optionally substituted by halo, haloalkoxy, 
haloalkyl, cyano, nitro, amino, hydrazido, alkylthio, alkenyl, 
alkynyl or R]_ j , and optionally substituted in the position . 
alpha to the X-X group (i.e. 6 position for a six membered 
aromatic ring etc) by amino, hydroxy, halo, alkyl, carboxy, 
alkoxycarbonyl, cyano, ami do , aminoalkyl, alkoxy or alkylthio 
with the proviso that R 2 cannot be amino isoquinolyl ; 

each X independently is a C, N, O or S atom or a CO, 
CRl a , C(R la )2 or NE-la group, at least one X being C, CO, CRi a 
or C(R la ) 2 : 

each Ri a independently represents hydrogen or hydroxy 1 , 
alkoxy, alkyl, aminoalkyl, hydroxyalkyl , alkoxyalkyl, 
alkoxycarbonyl , alkyl amino carbonyl , alkoxycarbonyl amino , 
acyloxymethoxycarbonyl or alkylamino optionally substituted by 
hydroxy, alkylamino, alkoxy, oxo, aryl or cycloalkyl; 

Rl is as defined for Ri a / provided that Ri is not 
unsubstituted aminoalkyl ; 
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Y (the cx-atom) is a nitrog e n, atom or a CR ^— CH group ; 

Cy is a saturated or unsaturated, mono or poly cyclic, 
homocyclic homo or hot e rocyclic g roup optionally substituted 
by groups R3 a or phenyl optionally substituted by R3 a ; 

each R 3a independently is R]_ c , amino, halo, cyano, nitro, 
thiol, alkylthio, alkyl sulphonyl , alkylsulphenyl , triazolyl, 
imidazolyl, tetrazolyl, hydrazido, alkyl imidazolyl, 
thiazolyl, alkyl thiazolyl, alkyl oxazolyl, oxazolyl, 
alkyl sulphonami do, alkylaminosulphonyl , aminosulphonyl , 
haloalkoxy or haloalkyl; and 

Rjb-> — Rlc anc * R lj a:re as defined for Ria; 
( L is an organic linker group containing 1 to 5 backbone 

atoms selected from C, N, O and S, or a branched alkyl or 
cyclic group; and 

Lp(D) n is of the formula: 

/ \ 

— * a X— (L a );-(G) f (L b VR 10 

in which: 

r i s 1 or 2 ; 

X a is CH and Xfc, is N; 

s, t and u are each 0 or 1; 

L a and L^, are each independently selected from a single 
bond, C^O, O and NR^ e / in which Ri e is hydrogen or CI- 
SC) alkyl; 
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G is (1-6C) alkanediyl ; and 

R 10 is (1-6C) alkyl; (3 cycloalkyl [which is 
unsubstituted or substituted by (1-6C) alkyl] ; indanyl ; 
pyridyl; tetrahydropyranyl ; tetrahydrothiopyranyl ; phenyl 
{which is unsubstituted or substituted by one or two R3 groups 
[wherein R 3 is hydrogen, hydroxy 1 , alkoxy, alkyl (optionally • 
substituted by hydroxy, alkylamino, alkoxy, oxo , aryl or 
cycloalkyl) , hydroxyalkyl (optionally substituted by hydroxy, 
alkyl amino, alkoxy, oxo, aryl or cycloalkyl) , alkoxyalkyl, 
alkoxycarbonyl , alkylaminocarbonyl , alkoxycarbonylamino, 
acyloxymethoxycarbonyl , aminoalkyl (optionally substituted by 
hydroxy, alkylamino, alkoxy, oxo, aryl or cycloalkyl) , 
alkylaminp (optionally substituted by hydroxy, alkylamino, 
alkoxy, oxo, aryl or cycloalkyl), amino, halo, cyano, nitro, 
thiol, alkyl thio, alkyl sulphonyl , alkysulphenyl , triazolyl, 
imidazolyl; tetrazolyl , hydrazido, alkyl imidazolyl, 
thiazolyl, alkyl thiazolyl, alkyl oxazolyl, oxazolyl , 
alkyl sulphonami do, alkylaminosulphonyl , aminosulphonyl , 
haloalkoxy or haloalkyl] } , pyrrolinyl; or a group of formula: 




in which v is 1, 2 or 3; one of X c and is N and the other 
is CH or N, provided that when v is 1, X c and are not both 
N; and Rn is hydrogen, (1-6C) alkyl or when X d is CH, 
hydroxy (1-6C) alkyl; provided that when t is 0, the sum of s 
and u is 1; when X b is N, L a is a bond or C=0; when X c is N, 
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L b is a bond or C=0; when Xb and X c are both N, t is 1; and 
when (L a ) 3 - (G) t - (L^) u represents and alkyl group and X^ and X c 
both represent N, the alkyl group contains at least two chain 
carbon atoms , 

or a physiologically- tolerable salt thereof. 

3 (previously presented) A serine protease inhibitor 
according to claim 1, wherein R 3 is selected from hydrogen, 
hydroxyl , methoxy , ethoxy , methyl , ethyl , propyl , 2 -propyl , 
butyl, 2 -butyl, t -butyl, pentyl , 2-pentyl, 3-pentyl, 
isopropylaminomethyl , dimethyl amino -methyl , 

diethylaminomethyl , dimethylaminoethyl , acetyl , hydroxymethyl , 
hydroxyethyl , carboxy, carboxy (1-5C) alkyl , methoxymethyl , 
methoxycarbonyl , ethoxycarbonyl , methylarninocarbonyl , 
dimethylaminocarbonyl , aminomethyl , aminocarbonyl , 
aminocarbonyl (1-5C) alkyl, methylamino f dimethylamino , 
ethylamino, formylamino, acetylamino, amino, fluoro, chloro, 
cyano, nitro, thiol, methylthio, me thy 1 sulphonyl , 
ethyl sulphonyl , isopropyl sulphonyl , methyl sulphenyl ,1,2,4- 
triazol-2-yl , 1,2, 4-triazol-4-yl , 1 , 2 , 3-triazol-4-yl , 1,3- 
imidazol-l-yl , 1 , 3 -imidazol-4~yl , tetrazol- 1-yl , tetrazol-5 -yl , 
methyl sulphonamido , ethyl sulphonamido ,. propyl sulphonamido , 
methylaminosulphonyl , ethylaminosulphonyl , 
propylaminosulphonyl , amino sulphonyl , 

trif luoromethoxy, trif luoromethyl and trichloromethyl . 

4 (previously presented) : A compound according to claim 1 
wherein r is 2 . 
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5 (original) : A compound according to claim 1 wherein Lp(D) n 
is of the formula: 

C N - R - 

/— <CH 2 ), 

wherein: 

q i s 1 or 2 ; 

R s is hydrogen, -(CH2) C -R C , -CHR e Rf, or - CH2 - CHR e Rf [c is 
0, 1 or 2 ; wherein R c is pyridyl or phenyl (which phenyl may 
bear a fluoro, chloro, methyl, CONH2 SO2NH2 * 
methyl aminosulphonyl , dimethyl aminosulphonyl , 

methyl sulphonyl amino, methoxy or methyl sulphonyl substituent) 
and R e and Rf are independently hydrogen or Ci_3alkyl; or 
CHR a Rf is (3-6C) cycloalkyl (which may bear a methyl, ethyl or 
hydroxymethyl substituent at the 3 - or 4 -position, provided 
the substituent is not bonded to the CH group which is bonded 
to L) , tetrahydropyranyl , tetrahydrothiopyranyl , pyrrolidinyl 
(which may bear a 1 -methyl substituent) , piperidinyl (which 
may bear a 1 -methyl substituent) (provided that the 
tetrahydropyranyl , tetrahydrothiopyranyl , pyrrolidinyl and 
piperidinyl rings are not linked to the piperidin- 1 , 4 -diyl 
group through a ring nitrogen atom or a ring carbon atom 
adjacent to a ring oxygen, sulfur or nitrogen atom) or indan- 
2-yl] - 

6 (previously presented) : A compound according to claim 1 
wherein L is CONH, CH2NHCO, CONHCH2, CONHCH2CH2 or CON (Me ) CH 2 - 
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7 (original) A serine protease inhibitor according to claim 2 
wherein -L-Lp(D) n is of the formula: 



VIM. ^ — 
^(CH 2 ) S 



H \ / 3 
_>—(CH 2 ) q 



wherein 



q i s 1 or 2 ; 

s is 0 or 1; and 

R s is - (CH2) C " R c -CHR e Rf ; or -CH9 -CHR e Rf [wherein c is 1 
or 2; R c is pyridyl or phenyl (which phenyl may bear a fluoro, 
chloro , methyl , CONH2 , SO2NH2 , methyl amino sulphonyl , 
dimethylaminosulphonyl , methyl sulphonylamino, methoxy or 
methyl sulphonyl substituent) and R e and Rf are independently 
hydrogen or Ci_3alkyl; or CHR e Rf is cyclopentyl (which may 
bear a methyl, ethyl or hydroxymethyl substituent at the 3- or 
4 -position) , cyclohexyl (which may bear a methyl, ethyl or 
hydroxymethyl substitutent at the 3- cir 4 -position) , 
tetrahydropyran-4 -yl , tetrahydrothiopyran-4 -yl , pyrrol idin- 3 - 
yl (which may bear a 1 -methyl substituent) , piperidin-4-yl 
(which may bear a 1-methyl substituent), or indan-2-yl] . 

8 (previously presented) : A compound according to claim 5 
wherein q is 2 . 

9 (previously presented) : A compound according to claim 1 
wherein Lp (D) n is selected from one of the following formulae: 
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v 




wherein m represents 0 or 1, 

10 (previously presented) : A compound according to claim 7 
wherein R s is selected from: hydrogen, methyl, ethyl, prop-2- 
yl, but-2-yl, pent-3-yl, hept-4-yl, cyclopentyl , cyclohexyl. 
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cyclohexylmethyl , l-methylpiperidin-4 -yl , tetrahydropyran-4 - 
yl, tetrahydrothiopyran-4-yl, phenyl, benzyl, pyrid-2-yl, 
pyrid-3-yl, pyrid-4-yl, pyrid-3 -ylmethyl , pyrid-4-ylmethyl and 
indan-2-yl. 



11 {previously presented); A compound according to claim 1 
wherein R2 i s phenyl, thien-2-yl, naphthyl, indol-2-yl, indol- 
6-yl , benzo [b] furan-5-yl , benzo [b] thiophen-2 -yl or 
benzimidazol-2-yl (each of which is optionally substituted as 
defined in claim 1) . 

12 (previously presented) : A compound according to claim 11 
wherein optional substituents for R2 are selected from: 
fluoro, chloro, bromo, iodo, nitro, thiol, dif luoromethoxy , 
trif luoromethoxy , hydrazido, methylhydrazido, amino, cyano, 
trif luoromethyl , methylthio, vinyl, ethynyl, acetylamino, 
carboxy, acetoxy, hydroxy, methyl, ethyl, amido (CONH 2 ) , 
aminomethyl , methoxy and ethoxy. 



13 (previously presented) : A compound 
wherein R2 is selected from one of the 



according to claim 1 
formula (A') to (H 1 ) 
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(H') 

wherein X4 is O or S, R13 is selected from hydrogen, 
fluoro, chloro or methyl and R^4 is selected from hydrogen, 
methyl, ethyl, fluoro, chloro, and methoxy and R15 is selected 
from hydrogen, methyl, fluoro, chloro and amino. 

14 (previously presented) : A compound according to claim 1, 
wherein R2 is 4 -methoxyphenyl , 3 -amino-4 -chlorophenyl , indol- 
2-yl, 5-chloroindol-2-yl, indol-6-yl, 3-chloroindol-6-yl or 3- 
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methyl indol- 6 -yl . 

15 (previously presented) : A compound according to claim 1 
wherein -X-X- is -CONH-- 

16 (canceled) . 

17 (currently amended) : A compound according to claim 1 
wherein Cy is an optionally R-3 a substituted: phenyl, pyridyl, 
thionyl , — fchiazol y l , — naphthyl , pip e ridinyl, furanyl, — pyrrol yl r 
iooxaaolyl , — icothiaaolyl f — pyrazolyl , owaaolyl , — imidaaolyl r 
. l- f - 3 ^ 4 — thi a daiaaolyl , — 1,3, fl - thiariiasolyi , — pyrimidinyl f 
pridasiiivyl f quinoiyl, — icoquinolyl , — bonaofuryl t — b e nzothi e n y l or 
cycloalkyl group, or a phenyl group substituted by R3iXi in 
which Xi is a bond, O, NH or CH2 and R 3 i is phenyl, pyridyl or 
pyrimidinyl optionally substituted by R 3a . 

18 (currently amended) : A compound according to claim 1 
wherein Cy is an optionally R3 a substituted: phenyl, pyridyl , 
thi a nyl , — thiaaolyl , — naphthyl , piporidinyl or cycloalkyl group. 

19 (canceled) 

20 (canceled) 

21 (previously presented) : A compound .according to claim 1 
wherein R3 a is selected from hydrogen,; hydroxyl , methoxy, 
ethoxy, methyl, ethyl, methylaminomethyl , dimethylaminomethyl , 
hydroxymethyl , carboxy, methoxymethyl , methoxycarbonyl, 
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ethoxycarbonyl , methylaminocarbonyl , dimethylamino-carbonyl , 
aminomethyl , CONH2 , CH2CONH2 , acetylamino , 
me thoxycarbonyl amino , ethoxycarbonyl ami no , t - 
butoxycarbonylamino, amino, fluoro, chloro, bromp, cyano, 
nitro, thiol, methylthio, methyl sulphonyl , ethyl sulphonyl , 
methylsulphenyl, methyl sulphonylamido ; ethylsulphonylamido, 
methylaminosulphonyl , ethylaminosulphonyl , aminosulphonyl , 
trif luoromethoxy, trif luoromethyl , pyrrol idin-1 -ylcarbonyl , 
piper idin- 1 -ylcarbonyl , morphol in- 1 -ylcarbonyl and -OCH2O- 



( which is bonded to two adjacent ring 



atoms in Cy) , 



according to claim 1 
hydroxy 1 , methoxy , 



22 (previously presented) : A compound 
wherein R3 a is selected from hydrogen, 
ethoxy, methyl, ethyl, methylaminomethyl , dimethyl aminomethyl , 
hydroxymethyl, darboxy, methoxymethyl methoxycarbonyl , 
ethoxycarbonyl , methylaminocarbonyl , dimethylamino-carbonyl , 
aminomethyl, CONH2 , CH2CONH2, acetylamino, 
methoxycarbonylamino , ethoxycarbonylamino , t - 
butoxycarbonylamino, amino, fluoro, chloro, cyano, nitro, 
thiol, methylthio, methyl sulphonyl , ethyl sulphonyl , 
methylsulphenyl , methyl sulphonyl ami do r ethyl sulphonylamido , 
methylaminosulphonyl , ethylaminosulphonyl , aminosulphonyl , 
trif luoromethoxy and trif luoromethyl . ; 



23 (currently amended) : A compound according to claim 1 
wherein Cy is g g l e ctod from i 
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wherein : 



X-! — ic c e l e cvbod from . Q, — S and NMe y 

X . ? -! — i,s c e l fr ot s d from O and^ 

X' ' ' — ic colocted from Q, — S , NH and NMa; 

¥_! — 4^ — s e l e ct e d from hydrogon, amino and methyl ? 

R Q is selected from hydrogen, methyl, fluoro, chloro, 
trif luoromethyl, methoxy, methylthio, methyl sulphinyl and 
methylsulphonyl ; 

R m is selected from hydrogen, methyl, fluoro, chloro, 
trif luoromethyl , methoxy, methyl thio, methyl sulphinyl , 
methylsulphonyl, carboxy, methoxycarbonyl and a group of the 
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formula -C (X 3 ) N (R 11 ) R 12 (wherein X 3 is O or S and R 11 and R 12 

are independently selected from hydrogen, methyl or ethyl or 

together with the nitrogen atom to which they are attached 

form a pyrrol idin-1 -yl , piperidin-l-yl or morpholino group) ; 

Rp is selected from hydrogen and fluoro; or 

R 0 and R m or R m and R p form an -OCH2O- group; or 

R Q and R m together with the ring to which they are attached 

form a 5 or 6 membered aryl or h e toroaryl ring — (whorei^ th e 

h^£ »e co ei ry ring contains — 1 or 2 h e t ^ roatomg — s e l e ct e d from 

nitragon, oxygon and sulfur) ; 

on e of and R ^g . ic hydrog e n arid tho other — i-e — 



24 (currently amended) ; A compound according to claim 1 
wherein Cy is selected from phenyl, 2-chlorophenyl , 2- 
me thoxyphenyl , 4 - carbamoylphenyl , pyrid - 3 - yl f pyr id 3 ■ yl , 
thion-3-yl f — thion .. 3 yl , fuiran 3 ■ yl , — fura.n - 3 ■ yl , imidaaol - 2 - yl , 



thianol - 2 .. yl - , — t^hiasol ■ - yl, — thianol'5 



Y^r-r — and naphthyl- 



i s oguino] in - 5 - yl , — ipoquinolin * 8 * yl , — quinolin- <L - yl , quigwlin* 
yl, and quinolin - B - yi . 



25 (currently amended) ; A compound as : claimed in any one of 
claims 1-15, 17-18 and 21-24 Claim 1* £ f in which the alpha atom 
in Y is carbon an - ei — has the conformation that would result from 
construction from a D-a-aminoacid NH ? -CH (Cy) -COQH Httg.— 
€ftj ^(Cy) COOH where the NH2 represents part of X-X 



26 (previously presented) : A pharmaceutical composition, which 
comprises a compound as claimed in claim 1 together with at 
least one pharmaceut ically acceptable carrier or excipient. 
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27 (canceled) . 

28 (canceled) . 

2 9 (currently amended) : A method of treatment of a human or 
non-human animal body to combat a thrombotic disorder, which 
comprises administering to said body an effective amount of a 
compound ac claim e d in claim l f but — including th e compound 4 ■ 
[ (3 -g thoxybonaoYl .i D, L ■ pfo e nylglyGinyl) aminomothyl] — i — £4— 
chlorob e n nyl ] piper idin e serine protease inhibitor of formula 

(I) : : 



9v 




m 

wherein : 

R? is a 5 or 6 membered aromatic carbon ring optionally 
interrupted by a nitrogen, oxygen or sulphur ring atom, 
optionally being substituted in the 3 and/or 4 position (in 
relation to the point of attachement of X-X) by halo, nitro, 
thiol, haloalkoxy, hydrazido, al kyl hydra zido , amino, cyano, 
haloalkyl, alkylthio, alkenyl, alkynyl, acylamino, tri or 
dif luoromethoxy, carboxy, acyloxy, MeSO ? r or R i , or the 
substituents at the 3 or 4 positions taken together form a 
fused ring which is a 5 or 6 membered carbocyclic or 
heterocyclic ring optionally substituted by halo, haloalkoxy, 
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haloalkyl, cyano , nitro, amino, hydrazido, alkylthio, alkenyl , 
alkynyl or R y ^ r and optionally substituted in the position 
alpha to the X-X group (i.e. 6 position for a six membered 
aromatic ring etc) by amino, hydroxy, ;halo, alkyl , carboxy, 
alkoxycarbonyl , cyano, amido, aminoalkyl, alkoxy or alkylthio 
with the proviso that R ? cannot be aminoisoquinolyl ; 

each X independently is a C, N, Q or S atom or a CO, 

CRi ^ , C(R i ^ ) ? or NRi * group, at least : one X being C, CO, CR -\ a 
or C(Ria^2i. 

each R i ^ independently represents hydrogen or hydroxyl, 

alkoxy, alkyl, aminoalkyl, hydroxyalkyl , alkoxyalkyl , 
alkoxycarbonyl , alkylaminocarbony 1 , alkoxycarborryl amino , 
acyloxymethoxycarbonyl or alkylamino optionally substituted by 
hydroxy, alkylamino, alkoxy, oxo, aryl or cycloalkyl; 

R l is as defined for R i ^ , provided that R i is not 
unsubstituted aminoalkyl; 
Y (the a- atom) is a CH group; 

Cy is a saturated or unsaturated,; mono or poly cyclic, 
homocyclic group, optionally substituted by groups R ^ a or 
£3i£i.L 

each R^ a independently is R n n , amino, halo, cyano , nitro, 
thiol, alkylthio, alkylsulphonyl , alkyl sulphenyl , triazolyl, 
imidazalyl, tetrazolyl, hydrazido, alkylimida2olyl , thiazolyl , 
alkyl thiazolyl , alkyloxazolyl , oxazolyl , alkyl sulphonamido , 
alkylaminosulphony],. , aminosulphonyl , haloalkoxy, haloalkyl, a 
group of the formula -C (xl ) N (R^) Rjj. (-wherein xA is 0 or S; 
and r ! 1 and BlA are independently selected from hydrogen, 
methyl or ethyl or together with the nitrogen atom to which 
they are attached form a pyrrolidin-l-yl , piperidin- 1-yl or 
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morpholino group) , or -OCH 9 O- which is bonded to two adjacent 
ring atoms in Cy; 

X-l is a bond, O, NH or CH ? ; 

is phenyl , ■ pyr idyl or pyrimidinyl optionally 
substituted by R ^ a ; and 

Rl n and R n j are as defined for R j a _- 



L is an organic linker cjroup containing 1 to 5 backbone 



atoms selected from C, N, O and S , • or 



cyclic group; and 

Lp(D) -n is of the formula: 



/ 



3 /D 



>5b— ( L a ) s --( G VC-b)u- R io 



in which: 



r is 1 or 2; 

X a is CH and Xh is N; 

a , t and u are each 0 or 1 ; 

and are each independently 



a branched alkyl or 



selected from a single 



bond, C=Q, O and NR -| & , in which R q 0 i^ hydrogen or CI- 
SC) alkyl; 

G is (1-6C) alkanediyl ; and 

Rn n is (1-6C) alkyl; (3 -6C) cycloalkyl [which is 
unsubstituted or substituted by (l-6C):alkyl] ; indanyl ; 
pyridyl ; tetrahydropyranyl ; tetrahydrothiopyranyl ; phenyl 
(which is unsubstituted or substituted by one or two R ^ groups 
[wherein R ^ is hydrogen, hydroxyl , alkoxy, alkyl (optionally 



substituted by hydroxy, alkylamino, alkoxy, oxo, aryl or 



cycloalkyl) , hydroxyalkyl (optionally 



substituted by hydroxy, 
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alkylamino, alkoxy, oxo, aryl or cycloalkyl) , alkoxyalkyl, 
alkoxycarbonyl , alkylaminocarboiiyl , alkoxycarbonylamino, 
acyloxymethoxycarbonyl , aminoalkyl (optionally substituted by 
hydroxy, alkylamino/ alkoxy, oxo, aryl or cycloalkyl) , 
alkylamino (optionally substituted by hydroxy, alkylamino, 
alkoxy, oxo, aryl or cycloalkyl) , amino, halo, cyano, nitro, 
thiol, alkylthio, a lkyl sulphonyl , alkylsulphenyl , triazolyl, 
imidazolyl, tetrazolyl, hydrazido, alkyl imidazolyl, 
thiazolyl, alkyl thiazolyl, alkyl oxazolyl, oxazolyl, 
alkylsulphonamido , alkylaminosulphonyl , aminosulphonyl , 
^ haloalkoxy, or haloalkyl] ) , pyrrolinyl; or a group of formula: 



/ \ : 

X c R 11 

: *(CH4, 



'2'v 

in which v is 1,2 or 3; one of X r and ■ is N and the other is 



and Ri i is hydrogen, (1-6C) alkyl or 


when 


Xh is CH, 


hydroxy ( 1 - 


6C) alkyl; provided that when t is 0, 


the 


sum of s 


and u is 1; 


when Xh is N, L>^ is a bond or C*=0; 


when 


X<- is N, 


L"h is a bond 



or C=Q ; when Xh and X n are both N, t is 1; and when (L ^)^- 
(G) f -(L >>)n represents an alkyl group and X^ and x n _ both 
represent N, the alkyl group contains ;at least two chain 
carbon atoms ; 

or R i n is hydrogen and s, t and u are each 0; 

or the compound of formula (I) that is 4-{[4- 
methoxybenzoyl-D, L- (2 - trif lupromethylthiophenyl ) - 
glycinyl] aminomethyl } - 1- isopropylpiperidine ; 
or a physiologically-tolerable salt thereof . 
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30 (canceled) 



31 (canceled) . 

3 2 (currently amended) : A compound according to Claim 1 
wherein: 

R2 is is selected from one of the formula (A 1 ) to (H 1 ) 

R 13 




R 



13'- 




W 6 



(B 1 ) 





(C) 






% 13 



-N 
"N 



(H 1 ) 

wherein X4 is O or S, R13 is selected 
chloro or methyl and R14 is selected 



(G 1 ) 



from hydrogen, fluoro, 
from hydrogen, methyl, 
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ethyl, fluoro, chloro, and. methoxy and R15 is selected from 
hydrogen, methyl, fluoro, chloro and amino; 
X-X represents CONH; 

Y (the a-atom) is CH and has the ; conformation that would 

result from construction from a D-a-aminoacid 
NH 9 -CH (Cy) -COOH Ni^-GR ^(Cy) - C00H where the NH2 represents 
part of X-X; 








wherein: 



3C-! — i-6 — c^I e Gtod from O; . S and Nflte 




- X r ! — is s e l ^ cfc ^ d from Q and S 9 
X' ' / — ic c e lecfc e d from O, S, — NH and NMoj 
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¥-J — ic c e l ^ otod from hydrog e n, anujno and m e thyl ; 

R 0 is selected from hydrogen, methyl, fluoro, chloro, 
trif luoromethyl , methoxy, methylthio, methyl sulphinyl and 
methyl sulphonyl ; 

R m is selected from hydrogen, methyl, fluoro, chloro, 
trif luoromethyl , methoxy, methylthio, j methyl sulphinyl , 
methylsulphonyl , carboxy, methoxycarbonyl and a group of the 
formula -C (X 3 ) N (R 11 ) R 12 (wherein X 3 is 0 or S and R 11 and R 12 
are independently selected from hydrogen, methyl or ethyl or 
together with the nitrogen atom to which they are attached 
form a pyrrolidin-l-yl , piperidin-l-yl or morpholino group) ; 
R D is selected from hydrogen and fluoro; or 
R Q and R m or R m and Rp form an -OCH 2 Ot group; or 
R Q and R m together with the ring to which they are attached 
form a 5 or 6 membered aryi or- h e t e roaryl ring — (wh e r e in . th e 
hob@roa.ry ring contain s — 1 or 2 h e t e aroa tome celected from 
nitrog e n, ■■ axyfj e r? a nd sulfur) ; 

ono of- audi R^-g. is hydrog e n and th e oth e r ic R o; and 

L is CONH, CH2NHCO, CONHCH 2/ CONHCH 2 CH 2 or CON (Me) CH 2 - 

3 3 (currently amended) : A compound according to Claim 32 
wherein 

R 2 is 4 -methoxyphenyl , 3-amino-4-chlorophenyl , indol-2- 
yl, 5-chloroindol~2-yl, indol-6-yl, 3 ^chloroindol -6 -yl or 3- 
methyl indol - 6 -y 1 ; 

Cy is selected from phenyl, 2 -chlorophenyl , 2- 
methoxyphenyl , 4 - carbamoylphenyl and } pyrid - 3 - ylj — pyrid . 3 -yl , 
thi e n - 3 - yl , — thion - 3 - yl ; — f-^-ran —2 ^yJ^ — fjjra:nu » 3 - yl , — n Tnid i asol - 3 - yl r 
fchia . aol 2 yl ; thiutsol - fl - ylj — fchiagol - 5 - yl , — naphthyl T 
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icognin n l i n 5 ■ yl , icoquiLnoIU Ti R - yl, quinolin <L yl , quinoX f tn s - 
yl f and quinolin - 8 - yl ,- and 

Lp(D) n is of the formula: 

/— (CH 2 ) q : 

wherein: 

q is 1 or 2; 

R s is hydrogen, -(CH 2 ) C -R 0 -CHReRf, or -CH 2 -CHR e R f [c is 
0, 1 or 2; wherein R c is pyridyl or phenyl (which phenyl may 
bear a fluoro, chloro, methyl, CONH 2 ,.j S0 2 NH 2 , 
methylaminosulphonyl , dimethylaminosulphonyl , 

methyl sulphonyl amino, methoxy or methyl sulphonyl substituent) 
and R e and R f are independently hydrogen or C!_3alkyl ; or 
CHR e Rf is (3-6C) cycloalkyl (which may: bear a methyl, ethyl or 
hydroxymethyl substituent at the 3 - or 4 -position, provided 
the substituent is not bonded to the CH group which is bonded 
to L), tetrahydropyranyl, tetrahydrothiopyranyl , pyrrolidinyl 
(which may bear a 1-methyl substituent) , piperidinyl (which 
may bear a 1-methyl substituent) (provided that the 
tetrahydropyranyl , tetrahydrothiopyranyl , pyrrolidinyl and 
piperidinyl rings are not linked to the piperidin-1 , 4-diyl 
group through a ring nitrogen atom or : a ring carbon atom 
adjacent to a ring oxygen, sulfur or nitrogen atom) or indan- 
2-yl] . * 

34 (currently amended) : A compound according to Claim 2 
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wherein 

R 2 represents; 

(i) phenyl optionally being substituted in the 3 and/or 
4 position by fluoro, chloro, bromo, iodo, nitro / 

dif luoromethoxy, trif luoromethoxy , amino, cyano, 
trif luoromethyl, methylthio, vinyl, carboxy, acetoxy, MeS02~, 
hydroxy, methoxy, ethoxy, methyl, methoxycarbonyl , 
methylamino, ethylamino or amido, and; optionally substituted 
at the 6 position by amino", hydroxy, fluoro, methoxycarbonyl, 
cyano or aminomethyl; 

(ii) naphth-2-yl optionally substituted at the 6, 
position by hydroxy and optionally substituted at the 3 
position by amino or hydroxy; 

(iii) isoquinolin-7-yi, indol-5-yl, indol-6-yl, indazol- 
5-yl, indazol-6-yl, benzothiazol-6-yl : or benzisoxazol-5-yl 
optionally substituted at the 3 position by chloro, bromo, 
amino, methyl or methoxy; 

(iv) benzimidazol-5-yl or benzothiazol-6-yl optionally 
substituted at the 2 position by amino; 

(v) thien-2-yl or thien-3-yl optionally substituted at 
the 4 or 5 position by methylthio, methyl or acetyl; 

(vi) 3, 4-methylenedioxyphenyl, 2, 3-dihydroindol-6-yl, 
3, 3-dichloro-2-oxo-indol-6-yl or l-methyl-3-aminoindazol-5-yl ; 

(vii) benzothiazol-2-yl, imidazo [ 1 , 2-a ] pyrimidin-2-yl. or 
tetrahydroimidazo [1, 2-a] pyrimidin-2-yl ; 

(viii) pyrazol-2-yl substituted at the 5 position by 
methyl; 

(ix) pyrid-2-yl optionally substituted at the 6 position 
by chloro; 

(x) pyrid-3-yl optionally substituted at the 4 position 
by chloro ; 
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(xi) benzof ur-2-yl optionally substituted at the 3 
position by chloro, methyl : or methoxy, at the 5 or 6 position 
by methyl and at the 6. position by methoxy; 

(xii) indol-2-yl optionally substituted on the indole 
nitrogen atom by methyl and optionally substituted at the 5 or 
6 position by fluoro, chloro, bromo, methyl or methoxy; 

(xiii) indol-6-yl substituted at ■ the 5 position by 
chloro, fluoro or hydroxy and optionally substituted at the 3 
position by chloro or methyl; or 

(xiv) benzo [b] thiophen-2-yl optionally substituted at the 3 
position by fluoro, chloro or methyl, : and optionally 
substituted at the 5 or 6 position by: fluoro, chloro, methyl, 
hydroxy, or methoxy; 

X-X represents CONH; 

Y (the a-atom) is CH and has the '■ conformation that would 

result from construction from a D-a-aminoacid 

NH 2 -CH (Cy) -COOH MHyGRj^ (Cy) COOII- where the NH2 represents 

part of X-X; 

Cy is an optionally R 3a substituted phenyl, pyridyl, 
khienyl , — t.fcwLasolyX^ naphthyl - r - piporidinyl or cycloalkyl group; 

R 3a is selected from hydrogen, hydroxyl , methoxy, ethoxy, 
methyl , ethyl , methylaminomethyl , dimethyl aminome thy 1 , 
hydroxymethyl , carboxy, methoxymethyl \ methoxycarbonyl , 
ethoxycarbonyl , methyl aminbcarbonyl , dimethylamino - carbonyl ( 
aminomethyl , CONH2 , CH2CONH2 , acetylamino , 
methoxycarbonylamino , ethoxycarbonylamino , t - 
but oxy carbonyl amino, amino, fluoro, chloro, cyano, nitro, 
thiol, methylthio, me thy 1 sulphonyl , ethylsulphonyl , 
methylsulphenyl , met hyl sulphonyl ami do ; ethyl sulphonyl amido , 
methyl aminosulphonyl , ethylaminosulphonyl , amino sulphonyl , 
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trif luoromethoxy and trif luoromethyl ; 

-L-Lp(D) n is of the formula: 




and 



wherein 

q is 1 or 2 ; 

s is 0 or 1; and 

R s is - (CH2 ) c ~ R c -CHR e Rf , or -CH2~CHR e Rf [wherein c is 1 
or 2; R c is pyridyl or phenyl (which phenyl may bear a iluoro, 
chloro, methyl, CONH2 , SO2NH2/ methylaminosulphonyl , 
dimethyl aminosulphonyl, methyl sulphonylamino, methoxy or 
methylsulphonyl substituent) and R e and Rf are independently 
hydrogen or C^^alkyl; or CHR e Rf is cyclopentyl (which may 
bear a methyl, ethyl or hydroxymethyl ; substituent at the 3- or 
4-position) , cyclohexyl (which may bear a methyl, ethyl or 
hydroxymethyl substitutent '. at the 3- or 4-position) , 
tetrahydropyran-4-yl, tetrahydrothiopyran-4-yl, pyrrolidine 3- 
yl (which may bear a 1-methyl substituent) , piperidin-4-yl 
(which may bear a 1-methyl- substituent) , or indan-2-yl] . 



35 (previously presented) A compound according to Claim 34 
wherein 

Lp(D) n is selected from one of the following formulae: 
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4m- 



y 






> 





\ 



N 



wherein m represents 0 or 1 T 



3 6 (new) : A compound according to claim 1 wherein R]_ a 
represents hydrogen. 
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